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Solid-phase synthesis
• Cyclo-elimination has been used to prepare hydantoins on solid-phase and a
reactivity difference between Merrifield and Wang resin has been assessed (Park
and Kurth, Tetrahedron Lett., 2000, 41(39), 7409-7413).
• Two completely unsymmetrical porphyrins have been synthesised by MacDonald-
type condensations of polymer-bound 9-formyldipyrromethanes (Montierth et al.,
Tetrahedron Lett., 2000, 41(39), 7423-7426).
• 1-Ethyl-2-halopyridinium salts are highly efficient coupling reagents for hindered
peptide synthesis in both solution and on solid-phase support (Li and Xu,
Tetrahedron, 2000, 56(41), 8119-8131).
• A practical solid-phase synthesis of oligopeptidosulphonamide ‘foldamers’ has
been described using Fmoc-protected β-aminoethanesulphonyl chlorides (Monnee
et al., Tetrahedron Lett., 2000, 41(41), 7991-7995).
• A new variation of the backbone amide linker (BAL) solid-phase peptide synthesis
strategy has been described and used for the preparation of C-terminal modified
peptides (Alsina et al., Tetrahedron Lett., 2000, 41(38), 7277-7280).
• The solid-phase synthesis of several γ-methyl-substituted γ-butyrolactones using a
cyclisation-cleavage strategy has been described (Gouault et al., Tetrahedron Lett.,
2000, 41(38), 7293-7297).
• 4,6-Dichloro-5-nitropyrimidine is a versatile building block for the solid-phase
synthesis of dihydropteridinones (Baxter et al., Tetrahedron Lett., 2000, 41(42),
8177-8181).
Solid-phase methodologies
• Malachite green has been employed to monitor the presence of unreacted
carboxylic acid groups on a solid-phase (Attardi et al., Tetrahedron Lett., 2000,
41(38), 7391-7394). In a similar fashion, the presence of a free hydroxyl group on
a resin may be detected visually by treatment with 2,4,6-trichloro-[1,3,5]-triazine
or Alizarin R dyes (Attardi et al., Tetrahedron Lett., 2000, 41(38), 7395-7399).
• Allyl chloroformate offers a useful protecting strategy for phenolic amino acids
prior to immobilisation on solid support via the free carboxylic acid group (Morley,
Tetrahedron Lett., 2000, 41(38), 7401-7404). These derivatives have been used in
the preparation of multidimensional libraries using Irori technology (Morley,
Tetrahedron Lett., 2000, 41(38), 7405-7408).
• Simple phenols have been attached to chloromethylpolystyrene and rapidly cleaved
at room temperature. Analysis is possible using single-bead mass spectrometry
(Todd and Abell, Tetrahedron Lett., 2000, 41(42), 8183-8187).
• It has been demonstrated that rapid O-O and N-O acyl transfer of N-Boc-4-
hydroxymethyl-oxazolidin-2-ones make these chiral auxiliaries unsuitable for
attachment to solid-phase (Bew et al., Tetrahedron Lett., 2000, 41(39), 7577-
7581).
Novel resins and linkers
• A novel core-shell type resin with a highly cross-linked polystyrene core and a
poly(ethyleneglycol) shell prepared by suspension polymerisation has been
described (Cho et al., Tetrahedron Lett., 2000, 41(39), 7481-7485).
• A resin-bound furan offers a new traceless linker strategy via a Diels-Alder/retro
Diels-Alder strategy (Blanco et al., Tetrahedron Lett., 2000, 41(41), 7875-7878).
Solution-phase synthesis
• An improved three-component coupling approach to the synthesis of
prostaglandins on a soluble-polymer support has been described (Manzotti et al.,
Tetrahedron, 2000, 56(40), 7885-7892).
Library applications
• A combinatorial chemistry approach has been used in the solid-phase synthesis of
antifungal 4-substituted imidazoles (Saha et al., Bioorg. Med. Chem. Lett., 2000,
10(19), 2175-2178).
• A library of amides prepared from acyl chlorides and diamines has been
transformed to the thioamides by microwave-assisted solvent-free reaction with
Lawesson’s reagent (Olsson et al., Tetrahedron Lett., 2000, 41(41), 7947-7950).
• Solution and solid-phase methods have been used to prepare a library of peptide-
substituted thiazolidinediones as potential PPAR ligands (Mohler et al., Bioorg.
Med. Chem. Lett., 2000, 10(20), 2239-2242).
• A library of P1 arginine-containing peptides has been prepared on solid-phase by
attachment through the arginine side-chain guanidine, and evaluated for affinity for
trypsin-like serine proteases (Edwards et al., Bioorg. Med. Chem. Lett., 2000,
10(20), 2291-2294).
• Inhibitors of trypanothione reductase based on polyamine scaffolds have been
optimised using solid-phase chemistry (Chitkul and Bradley, Bioorg. Med. Chem.
Lett., 2000, 10(20), 2367-2369).
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